(19) P?<^vy JAPANESE PATENT OFFICE 



PATENT ABSTRACTS OF JAPAN 

(11) Publication number: 63215694 A 



(43) Date of publication of application: 08.09.88 



(51) int. ci C07H 19/09 
C07H 19/10 
//A61K 31/70 
C07H 19/06 
C07H 19/067 




(21) Application number: 62049540 


(71) Applicant: 


YAMASA SHOYU CO LTD 


(22) Date of filing: 04.03.87 


(72) Inventor: 


UEDA TORU 






MATS U DA AKIRA 






TAKENUKI KENJI 






MAC H IDA HARUHIKO 



(54) 2'-DEOXY-2'(S)-ALKYLPYRIMIDINE NUCLEOSIDE COPYRIGHT: (C)1988,JPO&Japio 
DERIVATIVE 



(57) Abstract: 

NEW MATE RIAL: A compound expressed by formula I 
(R 1 is amino or OH; R 2 is H or lower alkyl; R 3 is lower 
alkyl; R 4 is H or phosphoric acid residue) or salt thereof. 

EXAMPLE: 2'-Deoxy-2'(S)-methylcytidine. 

USE: An antiviral agent. 

PREPARATION: A saccharide part at the 2-position of a 
compound expressed by formula II (R 5 is alkoxyl; Z is 
protecting group) is alkylated with an alkylating agent 
to provide a compound expressed by formula III. The OH 
group at the 2'-position of the compound expressed by 
formula III is then acylated, reduced with a reducing 
agent and deprotected to afford a compound expressed 
by formula IV. The base part at the 4-position of the 
compound expressed by formula IV is subsequently 
hydrolyzed or aminated and, as desired, the saccharide 
part at the 5-position is then phosphorylated. 
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-Z (5') = TIPDS] 

±32 603' , 5' -TI PDS«JZgj7;i/i 

4P L . - ft U 3 M - Jfc fb * * ;U 7 £f # £ A 5 

&«&ffc7>*x*A?«f8?20»Afcao;l, & £ IC 

el, x-f yi/**fcju*.aiiEL. 

& « ffi # H L . &fc£tffi&x-f;u 

» ffi Z» « «t LSI L fc . 
'^&i/U^y;i/^^A (2. 4 X 2 5 oa ) flD± 
£ « it T , 4 0%^Kx^;L/- n -^^-9->-e^ 

^^yi/^xi. 5at«j!tf2, 2' - r-ytrx 

TLfc. ^COSSlBSfifl 

# IB L . i"J*y;i/ii7A (2. 4 X 2 8 oa ) fc 
» * 4 fc . 10*»aif;i/-n-AH>t? 

»w*ft*B#*«<>-cattttiBLfc. a tit & * 

H7kKQ77>10iiM:»»Sit, 7 yft k ij 

T?io#mi»#L£. dti^ftift-e^fuL. >> & 

A (2. 4X1 3 on ) <E ± i: it . 5 % x 

3 0n« ( ft * 4 9 . 2%) 43 . 
Itt*:l48-149r 
k %&Vt : Ci.H ia N B 0 B i: Lt 
Stfcfifi C:5 3. 3 3, H:6. 71, N:10. 36 
^Pltfl C:53. 21, H:6. 71, N:10. 28 
5) 2' - -r * J/ - 2 ' (S) - * * jUis* is 
> C - fi i£ CI) , R 1 = N H i » R 1 = H , 
R J = C H , , R 4 = H ] 0 £ & ifi 0 /£ 
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- (s> /^ji/ftioo^&iniit-cfcJBStr, # 

2 & CD i£ It* 0 . 2 5 ioft & j&Q * . £ S K x 
jJ» J - ^ & K X **£ aft tt ft 03 L . x 9 J - ^ J: 
U«aftltBW«78aj ( IR * 7 5 . 9%) £ 
ft tz . 

fit ,& : 167-169-C 

5£5«^>rr : C a .H ftl N,0,*HCl-l/4 H,Ofc Lt 
StftliSL C:4 2. 56, H:5. 7 1, N:14. 88 
mm C:4 2. 86, H:5. 79, N:14. 52 
£ ife W 2 2'-f r **i/-2 / (S) - 

NH a , R 1 = H , R 3 = C« H K i R 4 

± K £ ift #1 i a) r ju * juit o) x @ t n r A ft 
*ii:[SI«tc«isr*ri:tcJ:»J2 / - -r * * - 



?$r*1B363-2l5G94 (9) 
2' - (s) -i?;^fi/>o«jjjfii}55: 

fifc : 1 6 7 ~ 1 6 8 T; 
7Cv8#tf : C tt HiilliO«-HCl'l/2 H,Ot 
ttfttt C:4 3. 8 9, H:6. 36, N:13. 96 
SKfflHtff C:43. 92, H:6. 3 9, N:14. 00 
&mto 3 2 ' (S) [■« 
5fc CI) , R 1 = Q H , R 2 = C H, . 
R 3 = C H i , R« = H) PMift 
1) 4-0-if/l/-5-^;^iji?> [ — 
A (B) , R f = CH a , R^OC.H,] (J) 

■* . *&7fcfif*B*3. snfl^juitsja-eiBfriafijc 

Stir, «ffi»»«:iaLfc. #nfi£2oo;K^A 
5 0«flVCffifi?S-tt-, 5/ * ^ JU JU A 7 5 KO. 5 

afifccfctfjaffc^Jtx/us. o «a & in *_ . 8B$ras 

K & # £ , *tet&l*i&<*):f-h'J»*Axh*£/ 



K 5 0 * ftl A. . Sa-ei7B9R0!Jll¥Ofc. 

«r i &3<z>is&-e*fo l . «rmr * *s * atJB'i&a 

ffi*«f8«gG9L&. & ft & i"j * V ;u * 5 A (3 
x25co) r ffi © u . x?y-;i/^6<§ifl:bt 

BWfti. 8 6 g («($65. 1%) # . 
fft ,6 : 1 4 3 ~ 1 4 4 TC 
tc# AS : C 4 ,Hi.N,0. i: LT 

ttfl<ttf C : 5 0 . 34, H:6. 34, N: 

9. 78, O : 3 3 . 54 
^ifflffi C:50, 22, H:6. 33, N: 
9.76,0:33. 69 
2) 1- (3, 5-O-TI PDS-0-D-x 
UD/^h77^-2-^n'/^) - 4 - 

- «St CO) , R 8 b C H v v R'sOCH,, 
Z (3' ) - Z (5' ) =TI PDS] CD £ 

r* 

±S2 4- 0- x^;i/^6. Oirfc#$Jfe«li:ra 
ffi lc 1 , 1, 3, 3-»;^ODtH-fV^ai? 
^^nH>. ft » T ffi ft * * U ;u - V * * ju 



ft & 8 . 51 (84. 6%) kftt-. 
■ jH: 109-lllt 
TciS : C 14 H,,N,0,Si, t It 
3f flffi C: 54. 74, H: 8. 04, N: 5. 34 
£*Dtt C: 54. 54, H:8. 03, N : 5 . 29 
3) 1- C 2 - * f- JU - 3 , 5-O-TIPDS 
-fl-D-iJ^7?yi/jl/) - 4 - x h- * V 
-5->f;i/-2-tfiJ (-JRS 

Cm) , R» = CH JP R a = CH,, R' = 0 
CiHn Z (3') - Z (5') = TIPDS) 

±3B-ct#e»nfc^-^i*3. 7»&3stt«itra 

*kfl L T«tt<fc^» 1 . 38* (lfc*36. 1%) 

B*,& : 182-1831C 

5n3»#*r : CIL.N.CtSI, £ Lt 
St^i! C: 5 5. 32, H:8. 54, N:5. 16 
3£S! St C: 55. 19, H:8. 54, N:5. 40 
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4) 4-0-X^;i>-2' (S) - ;* * >U * S/ 
> C — C IV] , R * = C H , , R a = C H, , 
R' = OC|Hi) O&fS. 

±re?#e>ftfcft£fc34o D **3S«egi£:[si 
«t»lU??aa^;i/*^^^. * 3Hfc h y - 
n - 7 * /I/ X X . 2, 2' - 7 :/ fc* X -< V 7 ^ □ 

10. 5« 6 4. 6 % ) * ftfc. 

tt A : 1 8 3 - 1 8 5 t 

Tift ft V? S C ia H.«R 8 0 s Ht 

§t#<fi C: 54. 9 2, H; 7. 09, N: 9. 85 
$iMffl C: 54. 8 9, H:7. 08, N:9. 74 

5) 2' (S)-**d/*$J/> C-JK^CI] , 
R 1 = O H , R * = C H , , R 3 = C H , , R 4 = 

Hj 

± SS T t# £ * ft £ & 9 5«fc*5isx* J - 
*r*x y 2X50 ( H * 38) 1 s £fln*. 2 ST 

4«fB«tnfc. tfffifcttj»&. 



?*IJBB8 63-215694 (10) 

tt 6 3 bj ( j|r * 7 3 . 6%) ttfttz. 
ftL£ : I79~180t 
jfc : CtxHa.N.O, t IT 

Ht^fltt C:5I. 56, H:6. 29, N:10. 93 
mm C:51. 49, H:6. 26. N:l 1, 04 

mmm 4 2 v lsj - > * ;u * $ */ > - 5 r 

2' (S) - >f/l/f5';>2. 56gH'J 

>^;uy>ltt6 0aft^joA.rjic^L. ^ntci.aa 
«c^^r^«nK'j>&^Ti, s 6 k 1 b# ra ut w 

t5. w<5 J R£«Efc8gOjKtt*|th'J'?A& 
•£t/lOOs0 7]<tt*^&iDl,. *©i$HlfR0 

it. 2' (s) -*-*-;u*Si/v-5 # - y > 
fift fc 4 . 

%mm 5 e/m 



2' $ */ > I 0 g 

zi — 1/ A * 65g 

;i/ ;tf * 1/ -fc ;i/ □ - x 20s 

;tf y tf - e n u K 1/ 3 s 

.x^ruviaaji/i/SA 2g 

± « 1 0 0 * 



ft«K*yiteioo«*<&ttifl*wfl-r*. «i 

iltt*, 2' (S) -^f^f^VfelOBj 
HITS. 

& us m 6 ft* m . * -r -t Hf ay 

2' r**>- 2' (S)*^i/*->*yiIfcig 2 0s 

|£i&1r,rt/D-x 8 0s 

£ flfc 1 0 0 s 

w»5fcfefi£UTi»/w*-r*. tfcdstii o o 

# » ft SB A (677J Vv^tf 
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